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<so> <fl<4 ^-o] «}-g~g- jL^H^ ?1M 1-^1-4] a>^(1)# ji^#(90% ol^-)^ ^ 

* ^ 5U4. 

<51> ^VoflAi *}SH- T #31^ ^^.g. ol-g-^ 7l^S] 3^711 ^ # 

U-ir #31 t 0 ^^ ^2^83 ^ #7>(7l#^ ov 65%^ ^c^ E 80%S 

<52> 4^ o. ^^ 7 l^ofl H]Sfl ^-f-*] ^^.^ *fl^-*Rr %o]t±. 

<53> ^Al^ofl °]§fl ^-*fl30.S ^^^nV, Cf^-^ ^AH7> g-ig 

<54> <^A]^]> 

<55> ^Alc^l 1. 7-(3-^^^^oH^ 13 ll€-4-cll^-AlolDl t -i-5i)^&)c)^)-i-Al^S-^^l-6-# 



<56> 



o 



o 




N 
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<57> tiV o-g-7) ofl oHlSMll 1900ml, 3-^1^^1^-4-^1^-^0101^5111-^^ cHlE^^-flol 

B 248. Og ^ 1- 100m 11- ^V^cflS. ^JL 0~5 e CS ^z^l^cf. uV^^-#^l «fl^<iNl*l = 
97.6g3l- e^cHl^ol-o] 229. lg^: ^7>*V ^ ^ 0.5*1?}- JjI^^I ^Jl, 7-#S5-1-a1# 

S.S.S,^-6-^SlS.-1,A-^ §1 = 5.-4-^-41-1 ,8-^^El si 200. Og^- ^S^h 

^-§-^#* ^1^ ^^0.5. 7><1*>ZL ) -M^ofl^ ot 3^^]- ^ 

^^5}- ^-#ol s$s§£\°] ^iJ-on^- ^^*V crjjz^ =- ^ oHls^B^S. ^l^tt 

^ ^S^W-Sr 94.8%(320.3g)S] ^-§rS ^S^}^. 

<58> !H NMR (6, CDCI3): 8.66 (s, 1H), 8.32 (s, 1H), 7.98 (d, J=12.4Hz, 1H), 7.60 (d, 

J=7.0Hz, 2H), 7.37 (t, J=7.4Hz, 1H) , 7.31 (t, J=7.4Hz, 2H) , 4.58 (s, 2H), 4.21-4.15 (m, 
2H), 4.00 (m, 1H), 3.93 (s, 3H), 3.83 (m, 1H), 3.56 (m, 1H), 3.40 (m, 1H) , 1.21 (m, 2H), 
1.00 (m, 2H) 

<59> Mass (FAB): 478 (M+H) 



■s A l °fl 2. 7-[3-(2-#SS^^Sl^)o>nl^^-4-^l^AlolDli:-i-3l)l-e)^^]-l-^^-s 
ESl-6-t^iJ.S-l , 4-^ §1 = 3.-4-^-1 , 8-M-H.E] el Ta-3-^s.4^<L>£l *fl S 



<61> 
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6 Mm'Sl 100ml, 3-^lffl^-4-nfl^lolDliiSll-ElTa cH^£iMM 
B 12. 5g, 2-#SSttfl^<^cfl§l= 10. Og ^ Helofl^ol-nl I2.2g# ^-gr^H *> 31 cfl 5. ^JL °f 
0.5^1^1 jaalAl^l 7-#SS-1-a1 ,4.-1=1*1 £.3.-4-^±.-l t 8-v+ = 

^^^-3-7>s^aV io. Og* ^<y<5>5Sth ^-g-^W-fr <&-&<%*\ 15*1 7} 7lZL 
0~5°CS ^ 3Al^> JHa>Al^cf. j7^]5. s.^^.^* o^, oH| £ i]e 

IS ^]^tb -f 32:*H -^aHU-i: 90.0%(16.3g)3 ^r^rS. afl^a^c]-. 

!H NMR (6, CDCI3) : 8.74 (s, 1H), 8.66 (s, 1H), 7.96 (d, J=12.4Hz, 1H), 7.84 (d, 
J=7.3Hz, 1H), 7.29 (m, 2H), 7.16 (m, 1H) , 4.59 (bs, 2H), 4.18 (m, 2H) , 4.02 (m, 1H), 
3.94 (s, 3H), 3.93 (m, 1H), 3.59 (m, 1H), 3.42 (m, 1H), 1.22 (m, 2H), 1.01 (m, 2H) 

Mass (FAB): 512 (M+H) 



1020020018847 



^Hl 3. 7-[3-(2-*1=^a]^^^^)o>d1^i,1} ^-4-^^01^^-1-31 xq^]-i-Al^ 



<66> 




#-§-8-7H oHisqHl 100ml, 3-^1 i^^] 1 -4-^1 ^-Alolul^^ el tH^j^o! 
S 12. 5g, 8 .6g ^ BeH^V^ 12.2g.g- *\ ^JL 

0.5*1 7} M*Va)?1 cf-g-, #3. = S^-6-I-¥-.SL5.-l ,4-c| «1 JE1 S-4~^-l , 
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Bj 1=1-3-7}- s^aV lO.Og-i- -¥- 0 d*>^^-. »£-§-^## ^£r<HH 15*1 # m&X\7]JL 0~5°C 
S 3*1# JH^l^cf. ji^fls M€ ^^s^ttt ^WHBIS 4fl 

3# ^-^^1-* 91.8%(16.0g)^ ^#3. ^lS^cf. 

l E NMR ( 6 , CDC1 3 ): 8.68 (s, 1H), 8.42 (s, 1H), 8.01 (d, J=12.4Hz, 1H), 7.30-7.20 
(ra, 3H), 6.90-6.82 (m, 2H), 4.68-4.53 (m, 2H), 4.32-4.24 (m, 1H), 4.06 (dd, Ji 
=11.9Hz, J 2 =5.5Hz, 1H), 4.02-3.85 (m, 3H), 3.95 (s, 3H) , 3.60 (m, 1H) , 3.40 (m, 1H), 
1.29-1.21 (m, 2H), 1.07-1.00 (m, 2H) 

Mass (FAB): 494 (M+H) 

^ *H 4 . 7- [3-(4-*l o}±*$ ^ e) # ) icnfl ^- Al o] p] ^-1-3) rj i=t ] -1- X\ #3. 



^*H1 2 ^ 34 ^ aV^-fl-S-S. 9 3g ^. A>-g-*}cx} s. 

a^W* 82.2%(14.6g)^ ^12:^51 c}. 

!H NMR (6, CDCI3): 8.66 (s, 1H) , 8.40 (s, 1H), 7.99 (d, J=12.4Hz, 1H), 7.80 (d, 
J=8.3Hz, 2H), 7.67 (d, J=8.3Hz, 2H), 4.59 (m, 2H), 4.30 (m, 1H) , 4.08 (m, 2H), 3.92 (s, 
3H), 3.90 (m, 1H), 3.61 (m, 1H), 3.45 (m, 1H) , 1.24 (m, 2H) , 1.05 (m. 2H) 



<71> 



O 



O 
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<74> Mass (FAB): 503 (M+H) 



<75> ^a]6\) 5. 7-[3-(4-°11^-AlHll^^Ta) c '>T :i lii^€-4-^^-Alolnli 1 -i-Ti]s.e|^^]-i-Al- 

<76> o o 



rH n / v N *} 




MeO 



<77> ^Al^l 2 ^ 33)- ^r-g-^S £ 4-^A]^<£t\}Z\B.^ 9.6g *l~g-BH 

s.^2)-^## 80.2%(14.4g)^ ^#5. ^l2*V^cf. 

<78> X H NMR ( 6 , CDC1 3 ): 8.66 (s, 1H), 8.22 (s, 1H) , 7.96 (d, J=12.4Hz , 1H), 7.52 (d, 

J=8.7Hz, 2H), 6.79 (d, J=8.3Hz, 2H), 4.59 (m, 2H), 4.16 (bs, 2H), 3.93 (s, 3H), 3.92 (m, 
1H), 3.83 (m, 1H), 3.79 (s, 3H) , 3.56 (m, 1H), 3.38 (m, 1H), 1.22 (m, 2H), 1.00 (m, 2H) 

<79> Mass (FAB): 508 (M+H) 



-S*H 6. 7-[3-(l-M-H^sl^)o>Dl^T 3 il^-4-t 3 fls-Alolt I ]^-i-^l- & ]c)^]_i-Al#s.s S . 
€-6-#-f-_2.S-l , 4-tq §1 £S-4-4i-l , 8-H-^E] e) ^-3-7} = 4^ ^ 



22-15 



1020020018847 



^ 2004/10/6 



<81> 



OH 




A 



ofl oMlS^H! 100ml, 3-*W ^-4-^X\o]v] ic^l-s^ i^e1;#3E.^H 
B 12. 5g ^ l-M-Efc^lE 11. lg* ^^Mi 0~5°C£. ^z^^t*. aV-g-g. 

^-#^1 B5l^^^ 12. 2g* ^7}f>}JL 0.5*}?} M*}*]?1 C}~g- ofl^ 30m l^- |7HH 5] 
^^l^cf. ^-§-^^#^1 7-#S.S.-l-^l#5.HS.€-6-l-^S-l,4-Ti|*l^S-4-^-l > 8-M-HBl 

10.0g# ^f-^^JL ^-8:^.5. til-§-^5Ll- ^ cf-g- ol 15A j ^> -57^ 

84.4%(15.7g)£] ^^-S. ^]S^^tq-. 

!H NMR (6, CDCI3): 8.86 (m ( 2H), 8.55 (s, 1H), 7.82 (m, 3H), 7.73 (m, 1H), 7.40 
(m, 3H), 4.60 (m, 2H), 4.24 (m, 2H) , 4.08 (m, 1H), 3.99 (m, 1H), 3.95 (s, 3H), 3.45 (m, 
2H), 1.13 (m, 2H), 0.89 (m, 2H) 

Mass (FAB): 528 (M+H) 

-S*H 7. 7-(o\x2) v^nfl ^-4-^1 m A ] o) u) x^-i-^s.^ t\^)-\-X\ tSE5.i-6-t^4.S. 
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<86> 



OH 




A 



<87> «H-g-7H 60ml, 1°1H 30. Og £ ol^as.** 2 10m 11- *M1 

cflS. v^jl 40-45°CiH 7><i^>^nf. #-§-£^-#6|| *H3:#^> 6.22g# 3 7}t\iL 40-45TC4M 
^ 0.5*1# aawVAl^l 4-g- 27~35°CS. ^z}-X|^cf. ^#(1) 0.03g^r ^7>^>J1 

^ #-§-^#* -l-VCS, ^ f:\51 3^1 ?i -g-<?> JH^Al^l * ccjjzj-, oj^s^^jL ^ , 
£2: «J 3^*H #7^ 95.1%^ ^(29.0g)S. ^lS^>^cf. 

<88> !H NMR ( 6 , DMS0-d6): 8.59 (s, 1H), 8.06 (d, J=12.4Hz, 1H), 4.58 (bs, 2H), 4.37 

(m, 1H), 3.90 (s, 3H), 3.83 (bs, 1H), 3.71 (m, 1H), 3.40 (m, 1H), 3.24-3.10 (m, 2H) , 
2.32 (s, 3H), 1.20-1.05 (m, 2H), 1.03-1.02 (m, 2H) 

<89> Mass (FAB): 486 (M+H) 

<90> -e A l °fl 8. 7-( i^l 1-4-ofl ^- ^ oj uj ^-l-jq ^ 

<91> O O 
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o^SS-^ (210ml) cflAlofl TH F(240ml)l- ^>*«fjl, *im#-g-^ 6.22g tfl^ofl 

6.04g^ <£o.s. A j._g_^ ^ *\]2]z}3i t ^a1<^1 7<H] 7l^fl^ n^, 3^#-§- 

91.7%^ ^#5. ^]2:^>^c|-. 
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1] 

a) -8-71 ^71^ ^7fl§Hl S, -8-71 -g-nfl i&^r o)^o\ ^ ^ ^o]]^ Cf^- Sj-flM 2^ 
M-H^^ 7}a^^ A i4 S*-*H 3^1 3-^1^^1^-4-^1^10101^3111.^^ ojofl cf-g- s}- 

b) <*<H*1 cj-g- Sj-^ 4^1 ^#oll #, -fr7l -g-nfl ol^o) ^ _g. Dfl s)- 
*H HA^l 7>*H ^^71 til-g- ^ -g-Al o)l ^l^Al7l^ ^ f^O S gj. 



[SJ-«H1 2] 




A 



3] 



HN, 




2HX 



R1 



R2 



[s|-*H 4] 
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"OH 



R2 



i] 



o 



o 



MeO 




• HA 



OH 



>^ A 



#7] q<%*\, 

R Cl, F, Br, I, ^m^i^d, ^eH^^i^ ^Bj-t-JM , 

Rl R2^r AA Ci-C 6 ^ ^ifl is}-/^2}- C 3 ~C 6 

is}-/l-i2r Alfit^, 2^ al^l^TlM- Ci~C 6 C!~C 6 <M*1 , *| 2=^*1, ^o\^ 

SEfe ^-S-^IAS. »#^-§r AA^\AA, SE^r Rl ^ R27> ol-^ol 7l-siL 

2] 

*fl 1 %H1 a) ^"Tjl, b) #31 ojs. £ - c^j-g. -B-71 -g-nflo^ ^ .g. 

n fl °fl A i ^r*S*Rr 
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3] 

^ . 

4] 

2 * 0 H1 &°H, a) ^-Tfl^ -fM -§-nfl 7 > O^ISMB^^IJI, b) #31^ -B-71 -g-nfl 7 > o] 
5] 

*fl 1 %H1 $X°]x\, -6-71 <^7l7> HEl^l^^, Hel^l^o^, r^ol^Hi^ oMoj.nl, 
l,8-q°>*}Hl*l#S[5.4.0]£i:fl-7-€, ^ 1,5-^^>«1 #S [4.3.0] fe-5-£ril3. ZL-g- 

6] 

[^t 1 * 7] 

1 %H1 5a°H, a) #3HH ^-71 oj7l# 2°q tfl*fl 3«fl ifl*] 4«fl^ 

13^* 8] 
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[^T 2 -^ 9] 

^1 1 *<M1 5U<>H, 4^ 3}-^-§-ofl tflsfl 80#% ^^1 120#%^1 <££.3. 

JL, <&$7M -8r£7> 40~50°C^JL, -t>^7> -&£7> 0~-20°C^l ^ . 
10] 

11] 



[ 4] 




Me, Rl ^ R2^ *1] 1 ^-oflAi ^-cf. 
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